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(54) 77>HSfl£*5&5Ei 



(57) imm 

mm] mcitzn^yyttyxmn^i* 
sgtt k 1- * wmm , msm < , 

m 

R 2 R 3 

R 1 : S»£*LTLTtJ:U7y-/kXiiKiS£ 
r 2 : h, ffiar^/k 7x-/k r 4 -co-, r 

4 -0-mkT)V*r)V-, R 4 -O-CO-, R 4 -O 
-co-fiir/w-, R 4 - ( R 5 -) N-CO- 

XtiR 4 - (R5 -) N-CO-«7/Wi 



R3 : >7/Xi±R6 -S0 2 -S 

R 4 , R5 : n-X&m->X. H, ffi«7^^Xi± 

7x-;«, tfMi, R 4 tR5 fiBBftSNJf^fc- 

r 6 :ffi»r/^/PXii7i^/uai. ) 
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immnmi 

mmm ] hbu ( i ) x-^tih? ?ywmwj.i± 

UU ] 

r'-^^V^NH, 
R 2/ Y 

R 1 lUftS^LTL-Cti^T'J-yPXJilBftaS 
R 2 : H, ffiRTJl^/k 7x-/K R 4 -CO-, R 

4 -o-ffiar;]/^;]/-. R 4 -o-co-, r 4 -o 

-CO-WgCT)V$r)V-^ R 4 - ( R 5 -) N-CO- 
X(4R 4 - (R5 -) N-co-Him/n 
rs : i^ryxiiR 6 -so 2 -a 

R 4 , R5 : [Bl-XiiS&oT. H. lS«T/^;PXf4 
7i-;H, R 4 iR5 liRJ£t£NlSFf fc- 

L/C t> J K 
R 5 :«7;KM(i7x-;«. ) 
[11*112] fl3 y^^y^S^/Uy^AMattK^ 

+ *}vmumxb imm i ibkoiis. 

[1M3 ] HKsS ( I ' ) t^3*i&75 V»*ttX 
[fc2] 



(I ' ) 



r 1 : nmm^ tt lt t, i ur u -^xiisns^ 

R' 

..--CM 

" R' 



V ,0 



R 2 : H, «7/HVk 7x^K R 4 -co-, R 

4 -o-fi»r;t/^-, r 4 -o-co-, R 4 -o 

-COH£»7*;t/dfn-- , R 4 - (R5 -) n-co- 
XJ4R 4 - (R5 -) N-CO-fijSm;« 
R3 : S-T7Xt4R 6 -S0 2 -£ 
R4 , R5 : ^-xmt^T. H. «T7^^Xii 
7i~M. sSUi. R 4 fcR5 i»ff^§Njf^i:- 
fri^T. OJS^*tTV^TiJ;^3B^8M^ 

R 6 : m.T!V*r)VX\±7*-)Vm, 
fit. WToMtftHteRK.. 2 rs/ 5 7 
-3-75y-M;;K 2-7S/-5-p-by/H 
3-75y-hU;K 2-TS7-5- (p-^b^y 
7i-/H -3-75y-b l J;K 2-757-5- 
(p-?nn7x-;H -3-75V- f-'Jyk 2-T 
57-5- (p-7'o : t7x-)H 
/k 2-7S7-4-^f;H5-7x-;k-3-77 
y-M);K 2-757-4, 5-y*7j:-^-3-7 
^y-t-y/K 2-7S7-5-p-by/l/-4-7x 
^-3-75V-MJ;k 2-757-5- (4-t* 

7x-;K;H -4-7x-;i'-3-75y-f 1 J;k 

2-757-5- (p-^Hy7x-;H -4-7x 
-^-3-757-b 'J^k 2-757-5- ( P -x 
h^fy7x-/l/) -4-7i-;P-3-75y-hU 
;k 5-757-4-^77-2-7o:-^-3-75 
ylif;l,xXf/K 2-7S7-4-0-yW^-5 
-7x^-3-777-h'J;k 2-757-4-7 
W-5-7x^-3-75>-h l J;K ) 

[m$JB4 ] hrs (in •e^s^s-ft-^sHisy; 

(III) TaSfiiT-bh-hU/HeWlttKJES-B: 
T^fcHR^ (IV) t^iiS4-^y^fn-N 
•J/H$Stt£, »«TTf*lilT-f^ ( I ) »75 

yf^xii^osa^ti^s^^s^^t^TT 

[flS3] 



(II) 



(III) 




is»«-KS ( i ) <?>7 7>wwm**vigmm& 

[0001] 
[0002] 



R R 

(I) 

mtx, ¥mmsftm*mtt h wm ^tixui 

(J. Urol. , 154, 1914-20, 1995) . ftZiy?? ?>XSl% 
/l^^AjggttKf-^/l' (maxi-K^-T^;^L<{4B 

L/CgHP-T £ 7 AiSSttK -f ^ 

l'^S') . .e<^f*W(-^l-CPI»li7)ft£?)7 A- 
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FA'.y^^t Lxnmzwmm^x^i um.j.Physi 

ol., 291, C9-C34, 1996) . ^«^maxi-K^*/l^ 

maxi-Kf-r S * U 7" F h * i'V IZfttZ 
SStt^V ^ t t>tlX H 0 (J. Pharmacol . Exp. Th 
er., 259(1), 439-443, 1991) , maxi-Kf-v^SfflP-T 

tmm^L, mMowmm^yy^vzmmt 
i 9t , mm^mm^mim * tzmmmwmm 

mm^, mm, mmm, mm, ?mT& 
jflL, b^x^xa, Mmi&mm^, -MmMmwm, 

mm -mm, mm<?>m*t:iim£.m?i>z. 

[0003] iaxi-K?-+*^H!P*fco\,vCli. tlTflt 
JtcOKn-;l^W*TftSNS-8to^T, 5 7 MS 

wmmikisit. mmm±w$mztmit*htiz 

b%<&M&iimXZtt%iffl&ZtiX\*& (H* 
iSfSS^^SSS, 89(2), 138, 1998) . 




[0 0 04] ZiOm, raaxi-K-f-v^/pfflPat LTt±, 
E P 4 7 7 8 1 P 6 1 7 0 2 3 (TyKyXA 5 ^ 

WO94/22807SWO96/0 
6 6 1 O^ty^/iPifr, W0 9 6/2 5 4 7?)ft 
1 7 7 £ 'J •/> , KP 0 9 8 5 9 7 c')> 9 n^v*- 
Hf^'xyf^*, E P 7 5 8 6 4 9 7)t°5>1^W*;, W 
0 9 8/04 1 3 5W-S-S«5HSm»ft, WO 9 8/ 
162 22<7M yp-;H^f#, W098/232 73 
7KW0 9 9/0 9 9837)^7 yyfjplfr, WO 9 9 
/0 7 6 6 9 at/WO 9 9/0 7 6 1 QKnTWy-H 

mmm^m^tix^. upl, 77>ii*i* 

[0 0 0 5] -77, 2-T$J7 7>tmmz^Xli 

aT^it^mco^mm^hi^-ffthmmt lx 

COf^fflfcOV^tt^feBfitiirV^ (Zh.Org.Khim. ,2(1 
1) . 201S-20, 1966/Zh. Org. Khim. ,3(4), 681-4, 1967/Zh. Or 



g. Khim. , 5 (12) , 2161-4, 1969/J. Chem. Soc. , Perkin Tran 
s. , 1 (9) ,2009-11, 1984/Chem. Pharm. Bui 1 . , 33(3) , 937-4 
3, 1985/Egypt. J. Pharm.Sci . , 30(1-4) , 103-10, 1989/J. Pr 
akt. Chem. , 331(1) , 31-6, 1989/Khim. Geterotsikl . Soedi 
n. ,2, 173-8, 1994/Tetrahedron Lett. , 35(33) , 5989-92, 1 
994/ J. Org. Chem. ,60(21) ,6684-7, 1995/Bu 1 1 . Korean Cha 
m. Soc, 17(8), 676-678, 1996/Liebigs Ann. Reel. ,2,435 
-439, 1997/Egypt. J. Pharm. Sci . , 40(2) , 105-116, 1997/J. 
Heterocycl . Chem. , 35(6) , 1313-1316, 1998, /Monatsh. Che 
m.126(3), 333-40, 1995/Zh. Org. Khim. ,3(3), 596-7, 196 
7/Indian J. Heterocycl. Chem., 4(3) , 191-4, 1995/J.H 
eterocycl . Chem. , 33(6), 2007-11, 1996/ J.Heterocyc 
1. Chem. ,33 (3), 689-664, 1996/J. Prakt. Chem. /Chem. 
-ztg., 338(3), 206-13.) . 2-757-5-7xX/k 
2-7S/-5-P- T-i^- 
3-77y-r-D/k. 2-7*57-5- (p-*h*>> 
7i-;H -3-yyy-hUfU. 2-757-5- 

( P -7nn7i-^) -3-757-r- 1 // 2-7 
57-5- (p-7nt7i-;k) -3-77>-hV 
>k 2-T57-4-7^;l—5-7x-^-3-75 
y-hVA'. 2-T57-4, 5-y*7x-^-3-7 
5V-M;;K 2-757-5-p- t-U/l/-4-7x 
-)V-3-yyy-V0)V. 2-T57-5- (4-t" 
7i-M/H -4-7i-;L-3-75y-by/k 
2-T57-5- (p-^Wy7i-/H -4-7s 
-;H3-75y-b'J;k 2-757-5- (p-x 
f^y7i-/H -4-7x-^-3-75y-bU 
/k 5-757-4-^77-2-7xX/l/-3-75 
yKx^XT-f-'k 2-75 7-4-<yy/;l--5 
-7^;k-3-75V-h l J/K 2-757-4-7 
W-5-7i - 3 - 7 7 y- T- U /k 

[0006] 

[»wl j: a ttmmi mx\-K^ *mun 
t Lxm\wymtmcni^mmt>tixv^ti\ n 

wm, m^^mffmmt, mm±.cr>mwxmmx 

[0007] 

[ ism & mm- h tz.wm'k \ t> \±m>mm 

~? y >mmmmti?zmxi-Ki-^*)iffln{mm^h 
ztzm>iL*%w$:^^h<<z^tz,, 

WtiHRS ( i ) X^tihyyymmWXli^wm 
[€5] 
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(I) 



r 1 : mmm^vx ix t, ± i ^7 y 

R 2 : H, ffiR7A'*A\ 7i-iK R 4 -CO — , R 

4 -o-«r;i/^f;i/-, R 4 -o-co-, R 4 -o 
-CO-fKT/W-, R 4 - ( R 5 -) N-CO- 
XiiR 4 - (R5 -) N-CO-M7/WS 

R 3 : ^ryxiiR 6 -so 2 -a 

R 4 , R 5 : m-Ximft-oZ, H„ ffiRT/I^f^Xfi 
7i-Ai, iS^Ji, R 4 fcR 5 fiBBg-tSNE^k- 

R 6 :tt7H^XIi7i-;«. ) 

[ 0 0 0 8 ] *lfflBliTIE<0HR« ( I ' ) 
[fll6] 




(I ' ) 



R 1 : lii^tLt LT t J: Cvt* U -/WXtiBftS£ 

WLT^iv^rory-;^ 

R 2 : H, ffiHT^P, 7x-/k R 4 -CO-, R 

4 -o-ffijRT/^/P-, R 4 -o-co-. r 4 -o 

-CO-ttT/K/l'-, R 4 - ( R 5 -) N-CO- 
XiiR 4 - (R5 -) N-CO-fi|7;WI 

R 3 : ^77XiiR e -so 2 -m 

R 4 , R5 : R-X(iS*oT, H, llT/Wfl'Xti 
7x^;H, gg^ii, R 4 kR5 OTS-tl-NM^k- 

A + CH v — ^ 

(ID (III) (IV) 

[00 10] 

imcomkmm -«m ( i ) w- ( i ' ) x^ 
y r«j ^i>fflis(^«m^'i^6ffl^ie#;x(i^ 

\mmtW l 6 flor/t^/PST* y , JtffcWKW 



R 6 : fi»r;^/^ii7x^a. 

fMU 2-757-5-7x-/P 
-3-75^— h'J^s 2-7Sy-5-p-by/H 
3-75y-by/K 2-757-5- (p-7b^ 
7i-;H -3-75>--t-y/K 2-757-5- 
(p-?no7x-/H-3-75>'-h l J;K 2-7 
57-5- ( P -7'nt7x-;l-) -3-7?y-h'J 
/k 2-75/-4-^f/L-5-7x-/k-3-75 
y-MJ/k 2-757-4, 5 -^7x-;L— 3 -7 
^V-h'J/k 2-T57-5-p-h^-4-7x 
^-3-75>--hy;k 2-757-5- (4-t* 
7x-M*) -4-7i-/P-3-77y-h l J;K 
2-757-5- (p->b^7x-;H -4-7x 
^-3-75y-MJ;k 2-757-5- ( P -x 
b^fy7x-;W -4-7i-^-3-75>-MJ 
/k 5-75y-4-y77-2-7x-ll/-3-77 
ylXf/HXr/K 2-r5 7-4-^yy"-f7l/-5 
-7x-;k-3-75>'-h l J;K 2-757-4-7 
*f-;p-5-7x-^-3-75>--by;K ) 

*mco7 7>immz7y vnmmzrr 5 7£a*n 
jRst ( 1 ) x-mzti&7 7>mmmz$£ti&{k-&mi 

[0009] -flfcS ( 1 ) nyjyfflt 

ttX«*«««Sr«&i^m HP*>, -HK^ (II) 

x-mztitK.-&m-m mi) Tusfisr-feh 

- h y 'l. l^S^ff*^-*W ( 1 V ) 

4 v 7>n- h y /H&wte , wtsmv ( *s 

(:fy7.Unii) TffiStT-^ ( I ) CD7?> 
Ut7] 



-CN 




^fcDffvk xf-/k rntf/k 7'^;k (7 
5/k , ^isiimXlU 77°ntVl/»9<rfi£>c9ffi 

rnmmrcb y , tft l < 1 jm 3 hcot^* 

[0011] ^om^^LX^Xhi.^37b^8m^ 
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y, t^^bForvyy, wj^, ¥«.?i?ytp 

7i-;k -r-7^y rybVfV, 7xfyb l J;PSf 
WWTblx, m L<\±7*->vmX'h%>. Kfn7 
U-;kj fc(±7U;I/, fx~/k b°nU;l/, >f S^Y'U 

-r/y/y, tyyvy, fus^, f7 

>J-/k t7f'Jy-;K l, 3-^yyy*:*^;!^ 
^i^fnry-Wfff^, t <t±-?-x 

-/y*T"S>l> . 7 y-^XH/vrnTU -;yS7>Bj« 
tLtti, nuyym?, -oh, -cooh, -b 
o, y/y, y;i/^7°b, -so 2 -ffi 

W)V$:)V, -0-mcr)V*)V, J\QYSWkTA* 
)V, -CO-O-IIT/W, CO-N (-R6 ) - 
R 7 , -N(-R6)-R 7 , -N-R6-S0 2 -R 
7,-N-R6-CO-R7M7i - /yS^apff h 
ti, Ztit>l±lJb^3MWMlX^Xi> £U ( <I Z X\ 
R 6 , Ft 7 iiN-X(iH&-oT, H, ffittT/l^Xtt 

"V 

(ii) (in) 

*lfiflBfl;^« ( i ) tt, Hfc* (ID x-miihi\± 

m-m din ^3*1474= 

tc^OR 1 , R 2 XiiR 3 SSESW-Sitti-aTMe 

OftS* (II) tT-tb-bVMmfc (III), 

-f/y*/yA75 K ( DMF ) , Wf/WW^fyF 
(DMSO) , X-f-/k fF5bFn75> (TH 
F) , Vtt-y-y, 7-fehy, ^f/PxWhy, 7 
77-/y, x?y-/y, yfyy^niJF, y'^noi 
?y, ynn^A^JSCTStt^§«^, 
A^b^yK, 7-hU^AXhJfyK^C07"bU'7A7 

^ndf^-H^, yxwsy, yyf^rxyy, n 
-^f/^M'jy, i-U7-f/y73y, hjx^-/i/7 
sy, ^S^t-m^a, asfc&y^A, KiSi-byy 

A, JfcitelcSH-hy^A, *SHL7r-U7A, *B« 



[0012] jf%mt-£mmc?mmzk^x\±, 
* o . 7 s m^zm-j < s&m&fa t> . * 

JfrTa. Kfc^fcLTtim 3<7«7j< 

m sos, mt, vymtmwt&mmfr, * 
m, mm, roetyi, s^h, wywt, an? 
m, -?wy«, «, yyyi, ?xy 

m. mm, sm, eyjyii, ^yxjvt^m, x 

7 yx/y* y|g, 77y7 s y|^y)*«fc y«tt»l 
>7A, *y»7A, 7y^y7A, il)Vi/*JJ>>, 7/I^Sx 

^A^oistitB*, ^f-^75 y, iwsy, 77" 
/ysy, xy 7-/1-7 « y^wwssxiiyyy, 7 
H-y, ^-^y#^ffl47 5 7igfcy)is^7y 

x77-;y^t^i§«W^S^ff^ffMf 4 1 

[0013] ^3ti£ 
-MS) 

[-fbs] 




( I ) 



m ^Ay?)M^ f i k, ^ifl^iiun^ iyc? T 0c?)y^ 
[ o o 1 4 ] ri , R2 xt±R3 y)^«(±, rnm?m 

5. R 2 W7j<«)I^^7;^^S^^fi 

(iftMIJ ( I ) &*«=5rfc'WNp^>li3f#:^jia, 

*n7SK (HMPA) , T H F ^SJEEfc^vSttftJi 

(Tetrahedron, 46(4), 1199-1210, 1990^) „ * 

/k? U y t »S- WbK*^ fflv ^HKW^S7C«^ f- 
/WtRIBSrfrO i 1 1 4 (J. Org. Chem. , 21, 297, 1956 

R 2 cv*muTfre>T)w>/mm<\emmi±, m 

(J. Am. Chem. Soc. , 82, 4883, 1990^) „ 
[0015] R 2 «R 4 -0-C0-i«iR4-0- 
C O -%m.T)V^)V- HHO -iSMT)l*r fl^co^ 
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Yft&ilh, &tz, R 4 -0-CO-4fettR4 -O- 
CO-fitr/W-^TH F^RjEfc^SIKM 

SUHO-CO-^fcHHO-CO- ffi»7;Mf /P- 



raB^MtrsySffluiifctioT, R 4 - ( R 5 

-) N-C0-^t(iR 4 - (R5 -) N-CO-fflR 

[0016] mzmm) 

Ut9] 




o^yjfi^1\ ) 

( i > a, ^^ft (in £is*tt&ttT 

Wf/kyr-K^ft (II) fcSrSJSS-imt^ix 
fc-jtbS (iv) ^3*1*4 -«y^fn_ h 'J/U 

^» en tT^h-hvmmfa ( 1 1 1 ) , $ 

^(iaW^tLTffl^, HjfflH&S^ttDMF, DMS 
O, x-fvk THF, T-feh>-, 

*yK, -thy^Axh^^H, ty^'y, tayy, 
r$y, hyx^wsy, #*fl:^h'j?A, kb* 

■fhVVJ*, *Btfbfr 'J ^ Areola* (ry^rxmSJh 
SOlrtftTOfK ^JifcHBbS (IV) <04-**V 

y-i-a^vjMmm, mtm, mm, mj7;m- 
mm (tfa) zztmmvfficr-v, mmm 

MklXtMi, mm, *, x-r/W, t-^xy^i^ 

mmti immziitt 1 1 ... mmt ixim ; a// 
[ o o 1 7 ] ^« x i izLxwkzixttmm&fo 
w-m-mma, mas, mm, fetML rs, 
mm ixft&tiz, „ #awMe*(iMttftr B ^ftawe 

imm (:mmm) toyr^fw^-idii, * 



[0 0 18] 

/I'y'^AigttKf-v^ (maxi-Kf-r*/!/) HPffffl 

[0019] *«Bg^^£7)^l^ii, OT^^ffit 

i OWJfifc. *BipM£Wi«tfJLfc5 v Mil 

•v *;pjB»ai kLx^fi^f)y'Y^>y xm £ *i 
[ o o 2 o ] 7 ■■/ l^EiiKiiit^xffim'Sfliffl:.-^ 

t{iSD^ffitt^.yb <9~13aS») *ffiffltfe. X- 

f-iim^rizmmmm, mmzmmitz, mm,itzm 

miU^zwazmtrLtzlvrx^yVyA hW. (Na 
Cl 118.4, KC1 4.7, KH 2 P0 4 1.2, MgS0 4 1.2, CaCl 2 2.5, 
NaHC0 3 25.0, ^3-^11. l[mM]^, 95%0 2 , 5%C0 2 
MStfXlZXmM) *Xm®, ?U7'X^>^yJ h 
mmtz l fz^. h 'J M±T'«^10irantMft2-<?)«^^« 

r^sijg, 9V7'x^y^yA vmWzLtz^Wy 

If ±51 A * t Ufcftl ■ 5~2BtP H 1ftg U T fl* £ 3oe § 

*t . iXtc^/L-^y^'x^wM^ a j-ymsimsmz 

^«f*Mt»i-2^p H TOSLT»^$sg§^ 
L£ . Tit ®«M(iFDU -y ? T >y T 

yrz-ftLXMWYik, ^yu^-y-izxi-^-h^ 
mmmuz* ttzm^zr^^/y^j^Mt^m 
mwzit tx&MffittMik % h wmm&^w^r- * t 

bizkv^cDmTmmm&uz, mtmm&w 
imvimz, wsmmmm (vmmm) tit. 
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imm^mm (ioow«) izttixwmmt&m 
«ffif#^»T«, maxi-Kf-^ ^wmmmmmxhh 

ii V 7" h* b * y y i jj-;i/^>Axrt$*}UK^'ioonMt ft 

wb&mHzmi t , ij^^<mm\iA u 7' f yy 

[ 0 0 2 1 ] <b FM£**t§lt««86^bV^i^ 
ajtMt"l)^>*»(i:DanielA 1 (Journal of Pharm 
acological Methods 25,185-193(1991)) lz£ 9frlfi£ 

MM&%%miM (HTB-9) SrffifflLfc. *«iMonen 

§ flX \ i -2i (J. Membrane Biol. 161,247-256(1998)) „ 

#« * io %<n fj iswjmm z a^rt & rpmi -wmfo 

COXi fc96-wel l ttHM±T , «#Wfcft hkd lzi% 

mm. Kiitimzmimn, mmimxh^ 

)V\l=J*7J* (86Rb) fcl/zCi/iriT^*-*- &RPMI-164Qfg 
ffl&lOO^ 1/wel 1 b ft & i 3 tmSP Lfc. 18-24B#ra 
ft, SHfla*>f VdfsA-S'a >*» (HEPES-JIff-flM 
M:HBS, HEPES 20, NaCl 137, KC1 4.7, CaCl 2 1.8, Mg 
ClsO.6, ^3-X7.7[mM]-g-W) -C&<i!lG^Lfc. & 

tlSfi T * WSTm 3// M<50^;t/ y v 

>fyy (A23187) , DMSO£MM ^^-yny 
affK*200ju l/wellfcft& J; 5 (ctKSnU;. 30ftmzJ 
>*i.K~i. 3 ymm b°^ >y h T'HJJR L , 5K*r L V * 
^y^r^.^-^a >®miWul/<«ettXmn, mi 

tzhvt t , mmm^m^z^ Lfc86Rb£?£ 
^zmmttz mmi ) . mzmmtHmfttzmb* 

HDKLfc. -ffti?*>NaOH7j« (0.1N) £0.175//l/wel 

i xmmimm s ^-rn < s^ltmib t«w t 

fcft, HCUfcjfBS (0.1N) £0.175jul/welim!lirt4i 

2) . J§i«^@KWi^-ftit96-welltS*M (fife) 

RbOfi & ffift y y f- y- y a V it <7 y 9 --C'ffljg L £ „ 

ttcpm] / ( [?§ffil*OffiItiSttc P m] + Um2^<n 
ffiltvS'fficpm] ) X 1 0 0 (%) fc LTHSLfc. WM. 

niz i. d ±msp L^±ia«86Rbws*s^'6o% k&tms. 

izMhw^ktz* W^WtM 

mmmcDmxi-Ki-^^mnimmixv^ z t 

[0022] <^l^^y*»7 -y 



^£fffl>SD^tttt5-yF (»300 g) fcffifflLfc. 

w?y%m d.2 g/kg, h»bws4) , mwmr 
7a-y 3 ytfyrfciSSL*:. ifc. ^SW&lftm 

5g$fL-g> 4 X, m&'Clzmi&LtztkW&i&kit 2ml/hr 

iOjist-KffirticaA L^. mmftEcommmmmiz 
v izm§ Ltz . mmmmsm 1 ^ Lt& . 
o.5%*j->^!iv-x7timmzmmifzmm^m 

tifrtti. i¥«ii@(±BittiRffi®« do^tt) , mmm. 

^T-i'MJk&i ffl i ft^RtftCt=5 ^ Iff Hit 

[0023] *^t^ftXi±^ coffin 1 «X(± 2«JJI 

tiX'i>&<, ^J^ii'fLU, WJylv^yW, 
73'a, *u-m tfvji, % or***-, x^vy 

fiffl, mi ij-r^m, msm, mm, mmmzki 
anas-, ftsv^ii»a, ^w, ^ 

■■mz^isim mi<rmmx'h->x i j; k.. is 

«^tjtEtT3iS^?g$^l>^, a^A 1 ASfc o , 

lBtoSl — 1, OOOrng, ML<ii50-20 
OmgcoRBBTl B 1 0*^m0t^(tgP^4Sixl> 
^Xii^AlAS^O, lHIC3*l-5 0 0mg©« 

HT", i a i ®frmmzftmMfti9frzti&fr, x 
a, i b i mm- 2 4 Bfra^HTW^^g^^ti 
\>%hLmtuzi.^\,z, m-mm«m&x®. 

[0024] J: l=gPS^^^wH*ft« 

nm&, 'j?%<ti>^<wm&8m\, mum 

m, vy-h-7t/, 7"K7H, b h'nJfyTntVHr/l/ 
D — X, »£ H 1rt/M3-X, r>r>, ^'Jb'-^bn 

y f y , ^ ? /i^ s y®v ^^At ?M^r^ 
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h-xcoi: -3 ^gcgffi, 7Vi^ s yKx&r;*^* 
yK^i^^Miti^^fLTv^tiv^ m\x 

11, fittffl, fi&WS<J££#LT^ 

vtm-&M&ti s 'k£tih. itmmmmm, mnmt 

!Jn-/k, ^-y-7"ii<7)J;d^:ttft?fi, x?/-^<7)J; 

JW, (M£i£ , 5? b-x) , $fiffi§J!ft*ij (W 

iff, rx^^K) cd^&*!;5W 

s^t^-c t =tv\ ztiMi.mx.wvTV rimy 
<>v;9-mtiPM, mmmzxumux o-c m 

[00 2 5] 

2. 0g«6 0%#^^y?2*«0THF2 0m Iff 
JSt, *?&T3. 4g<50-7uy^hy^OTHF5 0m 
1 JSSEfcaSTU:. 1 0»«ffiJL - 7 8°CT'l 0 g 
f)2-7"o : t - l -7x-;kTn7>°y- l -^ycoTH 

teftj£jg*-c«fc^ , *?j<KS v 7'^ y 7 atks t 
tz, pmt. pm^mmL8. 0 6g^2- ci-^f- 

[0 0 2 6] ###IJ2 

i o g <504 - h y 7)V*ux f;KyyM <y y 7 h" 

OTHFlOOml iWffitD M F 1 j&ffcf-^x/P 
7.7ml £Jni_ 6 0T7C4 SWlfflff L£< 

iti-*-)vi .7mi ^jni. 6 o°cr i mmtmm.nL 

yiOOml, 5. 3 9g7)N, O-yy-f/kt Hn^f 



yrsy^KS. 16. im i«ohyx^rsy. 
n, N-yy^-;t/rsyt"uy>i omg^jpi-ss 
S-eSBfLfc. ra£««Kx^£jni, 7j<. ®«a 
mczffifrLiz. ^«Jf^*7KSKvy"^y^AT"|g*l 

U », «^««L8. 72g«N-^b^y- 
N-y f-^-4 - h V 7;Wn^f;K>X7S FSr# 
t 7My^ST6. 4 9 g«N-y hdfy-N-y 
4 _ ^ y 7/^oy f;KVX7 Sf'OTHFl 

0 0ml mS)Z. - 7 8°CT"2 MOX^t/Vy'^-y^A 
7p>J K«x-f/HI2 6ml £«TLfc„ RJ[« 

m^ft. i£7K«vy^y-7AT"KSt^ 0 «g, 
r?«2:il«L6. 4 9g<7)l- (4-b'J7;^O^f- 

[0027] 6. 4 9g<7)l- (4-by7;t/^py-f 
;l-7i-/H -7°n7\°y- l -^-ycrj^'xf-^x— f/P 

7 0mi mmz, m%r 1 . 9 s m 1 (7)a«^fiSTL 
aa-c-2mra^fft^f*, s«?«^«ETfiffit 

*w*-cmLiz. iFm. pmmis. 1 1 g 

C02-7'o^-l- (4-MJ7MnW7i- 

7°p^°y-l-^y^#^ 0 l. 03g«?o7x 
hy;I/S0THF2 Om lMt, *^T^ 1 . 7 6 g^O 
^^<7At-7>^yH*JPi.^ 0 1 O^SSfff*. 

- 7 8°C-C' 1 0 g(7)2 -7'P^r- 1 - ( 4 - h U 7;^ 
P/tf^7i-;H 7nAV- 1 -^-yOTHFffMS: 

Wffix^T'fflaiL^. W«JIS:7j<, ffifttftffi 

1 t ).,- -I tie- - i . /_ 1 " 1 _ m 

\k ,P,ft* ,i * ' ^Sft* i 7 ' 't 7 A 7 R7 }- 

/574- tf IU 3. 4 

2g^2- [1-^^-2-^^7-2- (4- by 
7;^o^f;l-7x-;H ] xf-;i^vny-MJ;i^S:f# 
. ##M 2 t Wk\Z LT . ##^J 3-7 9 

[0028] mm\ 1 - a 

4. 00g^2- (l-^f;t/-2-^V-2-7i 
x/Pxf-/P) 7n7-f'JM:TFA4 0m 1 ^Jui.^ 

st— n#fgj«ff l t o mm * mm tn ^titzm^^ 
**}ry-ww.3zi-)vx°-m. rKL, 2. 9 8g«2- 

7S 7-4 -^f /k- 5-7x^757- 3 

-b U/I^flfc. 1 - a t IHSfcLT . »SW4 

— 7. 9-2 3, 3 0 — 3 2&tM3C9ft£*£fi;it. 
IS*Ml-b 

22. 6g«2- (l-7f;l/-2-^V-2-7x 
-;l^xf-^) 7oy- h y;|^^ 10 0ml 

2 5 %Mttxmmm 3 7 m 1 * st l . 
ssbt 3 0 Kim 1 tz u.mmm^zMimmaz\ 
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& ^rta i x # tzmtmm mi. ^mmm^v 

ftfcSS £y U # WM^M nv b y"y y ^ -T'ft» 
L. 6 3 3mg(?)2-7Sy-4-^f;l'-5-7i- 
^7 7>-3 -#;y*X h U 7l^#fc . ISfeM 1 - b fc 
|5]«tLT. HMM8. 25, 26. 28. 29. 33 
&U f 3 4<7>fk£!Bj£ftfc. 
[0 0 2 9] »fi«2 

1. 00gc7)2- Ll-X<f-fr-2-ttV-2- (4 
-b'j7/l/*n^f^7i-;H xf-;H 7n7- Ml 
/H:tfai om i fcani.SilT-ass^Lfc. SUEffi 
£it«U#^ixfcte B B B £ h/yxy^Bfefgl. 4 6 5 
mg^2-rS7-4-^f^-5- (4-MJ7JM- 

fc. 

1. 00g«2- [2- (2-^b^fy7i-/H -1 
-y f-/l— 2 - jj-^f V xf-;H n y - MJ /KOPK 1 
0 m 1 *#T«MSB! 1.0ml Sr»Ttfc 5 3 

iBT 3 . 5 $|3Hftff f£. § 6 C:*fcTilfi» 0.5ml 
SSSTFLfe. SiST'-2 0^»m. *£Jn*., BBSx 

-f/ycattiLfc, *««^7K. mtMKrrm®. m 
mmi- h y ^atm tfc . fis, r^ifm ty 

TftKU fe B B B 3:#fc, #^tifcfe B B B £ Wt^xy 
-*s*V-yWti»L2 3 3mg<502-TSy-5- (2 
-^b^fy7x^) -4-y-f/W75y-3-#;Wtf' 
-NU/t/^fffc, 
[0 0 3 0] »SfeM2 4 

1. 0Og«2-(2-ffV-2-7x-/kXf/H 
7ny_fiJ;^yy^7;W-;l'3. OmljgS: 

mm *£jn;i, sigx^-cmLfc. 

fc 0 rsML ra&iHBtvu^y^^A^o^b^ 

77^- (iixf/^ty) tHIS&U *SJ6£*§ 
fc „ # & sfxfcSJI & x y y - A.df - t y Tim 123 
3 m g CO 2 -7 5 7 - 5 - 7 5 y- 3 

-HJ 

1. 00g<7)2- [2-**V-2- (2-y h^y? 

x-f^] voyx T- D/U9xyy-/H 0ml 
IICtX7y> 1 m 1 SrJni, 2™p»ii?5iltfc„ 

kc^i yrf^ i ft y>i *7A;nvf/?7-f- 

(?nn»A) TftSL. feF B £#fc„ #^ixfcfeF H 

£ y y y wi/cbsa ti22mgw2-rsy-5- 

(2-yh^yyxX;^) 77>-3-*M-MJ^ 
[003 1] Hftf$nj3 5 



1. 5g«2- ( 5-7S7-4-y77-2-7xX 

^77y-3-^;W Stixf;nxf^THF-^ 
* y-;M8St: l NtR&Mit- T- 'J *7 A7tt§}S£ 7.0m 

ijd^. 5Q°cz-2mmmnhtz.Kmmmmm. 1 

NfiSSrJuiiSftfc LfcfJL BKx^/l/CttffJLfc. £ 
«Lfc» fl«, r?S£SI«L 1. 30g«2-(5- 

rsy-4-yry-2-7x~;y7^y-3--Y;i') 
BK^fffc. 470mg«2- (5-rsy-4-yr 
y-2-yx^;t/77y-3-^f7i/) biScothf i o 

m 1 mmz, 5 5 8mg^*-^-y^*;W{j; 
>f 5 T* (WSC) . 4 7 Smg^^f^TSyai 

ig. 1. 2m 1 «0h y*Jnii., Sifttri a 

ififttfc. KmmziNmmmim^t item. #bs 

x^-ctttiJLfc. *WI^J±Ti!t*U ««£y 
u # 5 m. 9 n v i- yy 7 * - ( y nn*/w*-y 

tflU 84mg«2- (5-757-4 
-y77-2-7x-^77>-3-^/l/) -N, N- 

y^/iyr-ty 5 h*£f#fc, HWJ3 5 fc natte UC , 

6&tf 3 7<D^^H#fc. 
[0032 3 8 

2. 5 1 g<7)vnyxfy;K7)THF2 0m 1 Sjfcfc, 
tK^T«4. 2 6gO*^y T 7At-7>dfy^&jBx. 
fc„ lO^BHWF^ -7 8 5 CT"4. 30g£O2-^n 
n-3-^V-3-7x -/y7°n^ sv A >y ^ 7 >y y H 
xf-;yxxf-;^TH F^itSrJBTLfco SiBT3^ia 

mm. i NiSRos-^^tfctt. Bisx^^t-ft 
^-y7Af^sLfc 5 «, rjasiftffiL, asft 

S:X^y-^J:i3S*SAL3. 7 1 g«5-7$y-4 

-yry-2-7x-;y77y-3-/7^'yig x^ 

/l-XXf/t- 3r#fc . ^ifi^J 3 8 R«t IX . *fft^4 
2^b^*t#fc, 

[0033] mm3 9 

1M>M77W/^X7AA^( H5>f Fc0f;^xy 
SS4. 2mltTHF3ml(;-78U"305mg 
<7)2- (5-7S7-4-y77-2-7xX/|/777 
-3-^;L-)ftK Xf/H7f;l/«THF3mlii 

£«TLfc 0 -2 0'CT-mmmmi.. yyy-^. 1 
isxf/^iifc. #«)i*«eiffitfc 
SWD^yu^^/^yA^nvbyyy^- 
df^y-BKx^/W TftSL. ^,^-7-y-BKx^^ 
i DlnilMtLT. 85mg«2-7$y-4- (2-t 
Kn^fyXf/K -5-7x-/|/777-3-^l/*- 

hU;y*#fco 

mm.M4 o 

500mg(7)2-7S7-5- ( 2 -<>=J)l^ y- 

5-^no7i-/H -4-y^y^y-3-^;^ 
- h y y y noy y y 2 o m l mi&z - 7 8 °ct" l 

M7)by7"n^*^«5. 2ml^STLt. -7 8°C 



(tXO) 100-3 5 1 773 (P2OOO-0 73 



mm i a mm* ?w 7^?n?h 

DISHrftLT, 80mg»2-7S7 5- (5-7nn 
-2-t Kn^r^7x-7l/) -4-^f;H77>-3 

[0034] Htt«4 1 

5 0 OmgCO 5 -T 57-4- i/7 J - 2 -7i-^7 

5y-3 -^7i/^>i8x-f/i/xxf-^7 * 1 o 

m i mmzi- h y ^A7 f i o 5 m § *jaz. , g 

fit" 1 f^Kiiff Lfc. § V V hdf > H 2 1 
0 m g £ Jn^gffi-c 1 B*fHM# Lfcf*. SUTilSi I 



BHdx^) TUtKU x-r/^j; ■jgnflrffcLT 1 7 0 
mgW5-TSy-4 - >-T7-2-7xX;I/77y- 

[0035] MfiM^^wfflit t »as««^n 1 - 

REF : EX : DATA : ftM^Wtt 

ft. m P : M*, NMR : f£H£t£UI* / <? WMfb 57 

-<16£j»8B*lfc LTtefflLfc) . FAB-MS : f|*#tff 
(«aS^ff«£) . Me : 7-f/k Ft : X*/k Ph : 7 

Bn : ^yi^k The : Nap : -f 7f- 

/k iPr : -T77°nt7k biPh : h'7x-/k 1,3-Bndio 
x: 1 , 3 -^^'/^W-*, Mor : 4-^7* 
'Jx/k 
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0 CN 



REF 


R 1 


R 2 


DATA 


1 


Ph 


Me 


NMR(CDCl3):1.58(3H,d),4.09(1H,m),4.25{1H,d),7.55(2H,t),7. 
68(1H,m),7.95(2H,m). 


2 


4-CFa-Ph 


Me 


NMR1 .39(3H,d),4.63(1 H,dq),5.22(1 H,d),7.98(2H,d) > 8.25(2H, 
<*)■ 


3 


2-MeO-Ph 


Me 


NMR(CDCl3):1 .51 (3H,d),3.97(3H,s),4.00-4.35(2H,m) ,6.95-7. 
16(2H,m),7.55(1 H.dd),7.80(1 H.dd) 


4 


3-MeO-Ph 


Me 


NMR:1.36(3H l d),3.84(3H,s) l 4.51-4.60{1H,m),5.17(1H,d) I 7.2 
7-7.33(1 H,m),7.48-7.54(2H,m),7.63(1H,d). 


5 


4-MeO-Ph 


Me 


FAB-MS(m/z):229(M+H) + 


6 


4-CI-Ph 


Me 


FAB-MS(m/z):231(M-H)' 


7 


4-Br-Ph 


Me 


NMR(CDCI 3 ):1.57(3H,d),3.98-4.08(1H,m) l 4.23(1H,d),7.67-7. 
72(2H,m).7.78-7.83(2H,m). 


8 


2-F-Ph 


Me 


NMR(CDCl3):1 .55(3H,d),4.05(1 H,dq),4.22(1 H,d),7.02-7.44(2 
H.m) ,7.50-7.80(1 H,m),7.80-8.10(1 H.m) 


9 


4-F-Ph 


Me 


NMR:1.39(3H,d) ,4.49-4.58(1 H,m),5.17(1H,d),7.40-7.46(2H, 
m),8.11-8.16(2H,m). 


10 


3-F-Ph 


Me 


NMR:1.38(3H,d),4.50-4.60(1H,m),5.20(1H,d),7.56-7.70(2H, 
m) ,7.84-9.91 (2H,m). 


11 


2,4-di-F-Ph 


Me 


NMR(CDCI 3 ):1 .55(3H,dd),3.91 -4.02(1 H,m),4.23(1 H,dd),6.96{ 
1 H,dq),7.03-7.10(1 H,m),8.01 (1H,dt). 


12 


3,4-di-F-Ph 


Me 


NMR(CDC! 3 ):1.58(3H,d),3.9&4.05(1H,m),4.22(1H,d),7.36(1 
H,dq),771 -7.76(1 H,m) ,7.77-7.85(1 H.m). 


13 


2,5-di-F-Ph 


Me 


NMR(CDCI 3 ):1.56{3H,d),3.94^.05(1H,m),4.23(1H,d),7.16-7. 
26(1 H,m),7.30-7.39(1 H,m),7.58-7.65(1 H.m). 


14 


1,3-Bndiox-5-yl 


Me 


NMR:1.34(3H,d),4.40-4.49(1 H,m),5.13(1 H,d),6.18(2H,s),7.1 
0(1 H,d) ,7.53(1 H,brd),7.70(1 H.dd) . 


15 


2-BnO-5-CI-Ph 


Me 


NMR: 1 .37(3H,d) ,4. 1 0-4. 1 4(2H,m),5.1 8(2H,s),7.04{1 H,d),7.3 
8-7.51 (6H,m),5.75(1H,d). 


16 


4-Me-Ph 


Me 


NMR(CDCl3):1.56(3H,d),2.45(3H,s),4.01-4.13(1H ( m),4.24(1H 
,d),7.31-7.36(2H r m),7.82-7.86(2H.m). 


17 


2-The 


Me 


NMR: 1.44(3H,d),4.34-4.43(1H,m),5.1 8(1 H,d), 7.32-7.35(1 H, 
m),8.1 5-8.1 8(2H,m). 


18 


3-The 


Me 


NMR:1.40(3H,d),4.31 (1 H,m),5.1 4(1 H,d),7-54(1 H,dd),7.71 (1 H 
,dd),8.71{1H,dd). 


19 


biPh-4-yl 


Me 


NMR(CDCIa): 1 .61 (3H,d) ,4.06-4.1 7(1 H,m) ,4.27(1 H,d),7.40-7. 
52(3H,m),7.61-7.77(2H,m),7.74-7.78(2H,m) I 8.00-8.04(2 
H,m). 


20 


3-NOa-Ph 


Me 


NMR:1.39{3H,d),4.71{1H,dq) ,5.23(1 H,d),7.90(1H,t),8.44-8.49 
(1 H.m) ,8.52-8.56(1 H,m),8.75(1 H.t). 


21 


3,4-di-CI-Ph 


Me 


NMR(CDCI 3 ):1.58{3H,d),3.95-4.06(1H,m),4.22(1H,d),7.64(1 
H,d),7.76(1H,dd),8.03(1H,d). 
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REF 


R 1 


R 2 


DATA 


22 


3-CFa-Ph 


Me 


NMR(CDCj3):1.60(3H f d),4.05-4.16(1H,m),4.26(1H,d), 
7.66-7.75(1 H,m),7.93-7.98(1 H,m)8.1 1 -8.1 6(1 H, 
m),8.20(1H ( brs). 


23 


Ph 


Et 


NMR:0.91 (3H,t),1 .66-1 .79(2H,m),4.56(1 H,m),5.26(\ 
H,d),7.60(2H,t),7.69(1 H,t),8.01 -8.05(2H,m). 


24 


Ph 


H 


NMR(CDO a ):3.76(2H,d},4.42(1H l t) I 7.40-7.90(3H,m), 
7.96(2H,dd) 


25 


4-CF r Ph 


H 


NMR:4.17(2H,d),5.14(1H,t),7.96{2H l d) > 8.20(2H I d). 


26 


2-F-Ph 


H 


NMR:3.96-3.99(2H,m),5.07(1H,t)7.37-7.45(2H,m),7. 
72-7.79(1 H,m),7.93-7.99(1 H,m). 


27 


2-MeO-Ph 


H 


NMR:3.89(2H,d),3.93(3H,s) > 5.02{1 H,t),7.08{1 H,l),7.2 
4(1 H,d).7.64(1 H,t),7.78(1 H,dd). 


28 


2-Nap 


H 


NMR:4.23(2H,d) ,5.1 6(1 H,t),7.64-7.75(2H ) m),7.99-8. 
17(4H,m),8.75(1H.s). 


29 


3-CFrPh 


H 


NMR:4.1 8{2H,d) ,5.1 4(1 H,t),7.84(1 H,t) ,8.09(1 H,d) .8.2 
6-8.34(2H,m). 


30 


Ph 


MeO-CO-CH 2 - 


NMR:2.84{1 H,dd),2.96(1 H,dd),3.56(3H,s),4.86(1 H,dd 
),5.28(1 H,d) l 7.60(2H,t),7.74(1 H,t),8.03-8.05{2H, 
m). 


31 


Ph 


i-Pr 


NMR:0.89{3H,d),0.95(3H,d),2.1 0-2.21 (1H,m),4.50(1 
H,t),5.26(1 H,d),7.58-7.63(2H,m),7.71 (1 H,m),8.0 
6-8.09(2H,m). 


32 


Ph 


Ph 


NMR(CDCl3):4.54(1 H,d),5.1 1 (H,d),7.33-7.58(8H ( m),7 
.87-7.93(2H,m). 


35 


3-MeSO r Ph 


Me 


NMR(CDCI 3 ):1.59(3H,d),3.13(3H,s),4.08-4.21(1H,m) ( 
4.28(1 H,d) ,7.80(1 H ,t) ,8.24(2H,dd),8.49(1 H,t) . 



im3] 



0 R 3 



REF 


R 3 


DATA 


33 


MeS0 2 - 


NMR:1.40(3H,d),3.38(3H,s),4.45(1H,m),5.49(1H,d) ( 7.50-7.68(2H,m),7.7 
3(1H,t),8.04-8.14(2H,m). 


34 


PhSO z - 


NMR:1 ,39(3H,d),4.45(1 H,m),5.64(1 H,d),7.49(2H,t),7.70-7.80(3H,ni),7.9 
0(1H,m),7.95-8.03(4H,m). 



(tX 3) 100-3 5 1 773 (P2000 -P¥7 




EX 


R ' 


R z 


DATA 


1 


Ph 


Me 


mp:159-160°C 

NMH.2.1 7(3H,S),7.22( i H,m),7.3o-7.4b(4n,ni), t .Od[£H,DTS}. 


2 


4-CF 3 -Ph 


Me 


mp:189-190'C 

kltJD.O 04/4U M 7 fiH /OU ri\ 7 7>J/OIJ H\ 7 7C/OUI hn\ 

NMH.2.Z3(3H,S),7.o1(^n,CI)/V4(^n,u)y./0(^n l DFS). 


3 


2-MeO-Ph 


Me 


mp:123-128r 

NMR:1.89(3H,s),3.79(3H,s),6.98(1 H,dd),7.07(1H,d),7.25(1H, 
d) ,7.34(1 H,dd),7.34(2H,brs) 


4 


3-MeO-Ph 


Me 


mp:1 59-1 BO'S 

NMR2.1 7(3H,s),3.78(3H|S), 6,80-6.82(1 H,m), 6.92 -6.93(1 H, 
m),7.01 (1 H,d),7.30-7.34(1H.t),7.55(2H.s). 


5 


4-MeO-Ph 


Me 


mp:1 63-1 65*0 

NMR:2.1 1 (3H,s),3.80{3H,s),6.97-7.00(2H,m) 1 7.34-7.39(2H, 
m),7.42(2H.s). 


6 


4-Q-Ph 


Me 


mp:223-224X; 

kJAAD.O -Ifi/OLJ M 7 jH 7 JI7/JILJ m\ 7 £4 /OU »\ 

NMR.2.1 6(3H,S) ,7.41 -7.47(4H,m) ,7.61 (2n,S) . 


7 


4-Br-Ph 


Me 


mp^s.s-^t 

NMR(CDCy:2.24(3H,s),4.80(2H 1 brs),7.32(2H,d) 1 7.50(2H,d). 


8 


2-F-Ph 


Me 


mp: 129-1 32t 

NMR:2.00(3H,d),7.24-7.32(2H > m),7.35-7.40(1H,m),7.40-7.46 
(1H,m),7.55(2H,brs) 


9 


4-F-Ph 


Me 


mp:194-195t: 

NMR:2.14(3H,s) p 7.22-7.28(2H l m),7.43-7.47(2H,m) ) 7.53(2H, 


10 


3-F-Ph 


Me 


mp:164-165°C 

MMDO o\ 7 HO 7 r\7M 14 m\ 7 1/( 7 1RHI4 m\ 7 Ofi/H 14 

NMn.d.iy(dn,s),f.ij£-i.\jf(] n,rri;,/.i4-/.io^iri,rn;,/.£opn, 
d),7.43-7.45(1H,m),7.64(2H,s). 


11 


2,4-di-F-Ph 


Me 


mp:172-173^C 

MMD- ^ Q7/QU Hl7 17HUHn7 "SO 7 OQM Uml7 A7M Urlfl7>; 

4(2H,brs). 


12 


3,4-di-F-Ph 


Me 


mp: 177-1 78*0 

NMR:2.1 6(3H,s},7.22-7.27(1 H,m),7.37(1 H,dq),7.47(1 H,dt),7. 
63{2H,brs).' ' 


13 


2,5-di-F-Ph 


Me 


mp:1 69-170*0 

NMR:2.03(3H,d),7.17-7.26(2H > m),7.34(1H,dt) > 7.64(2H,brs). 


14 


1,3-Bndiox-5-yl 


Me 


mp:122-1230 

NMR:2.1 1 (3H > s),6.04(2H,s),6.89-6.97(3H,m),7.45(2H,s). 


15 


2-BnO-5-CI-Ph 


Me 


171^185-187^ 

NMR:1.84(3H,s),5.14(2H,s) I 7.19(1H,d),7.29(1H,d),7.31-7.43 
(6H,m),7.45(2H,s). 


16 


4-Me-Ph 


Me 


mp:194-195t; 

NMR(CDCI 3 ):2.24(3H,s),2.36(3H,s),4.75(2H,brs),7.19(2H,d), 
7.33(2H,d). 



4 ) 100-3 5 1 773 (P2000-73 








R 2 




17 


2-TTie 


Me 


mp:156-157"C 

NMR:2.12(3H,s),7.06-7.10(2H > m),7.45-7.47(1H,m) I 7.61(2H,s) 


18 


3-The 


Me 


mp:1 62.5-1 63.5*C 

NMR:2.1 1 (3H,s),7.24(1 H,dd),7.40{1 H,dd),7.47(2H l brs),7.63{1 
H,dd). 


19 


biPh-4-yl 


Me 


mp:245-246'C 

NMR:2.22(3H,s),7.34-7.39{1H,m),7.45-7.55(4H,m),7.60(2H,br 
s),7.67-7.75(4H,m). 


20 


3-NQz-Ph 


Me 


mp:219-222'C 

NMR:2.25(3H,s),7.69(1 H.t),7.B0(2H,brs),7.83-7.87(1 H,m),8.01 
-8.05(1 H,m),8.14-8.1 7(1 H,m). 


21 


3,4-di-CI-Ph 


Me 


mp:203-204t 

NMR:2.18(3H,s),7.39(1H,dd),7.54(1H,dd) I 7.64(1H l d),7.72(2H, 
brs). 


22 


3-CFg-Ph 


Me 


mp:177-178'C 

MMO/r*rV*l \.0 OA/OLI «>\ A QCfOUl Kro\ 7 A&-~7 CQ/OU rrt\ 7R1 7 

NMH(OlX/b)-2o0(3n,s;,4.B6^n,Drs) I 7.4t^/.OT(^n,rn^ .OW . 
65(1H,m),7.71(1H,brs). 


23 


Ph 


Et 


mp:162-163t 
2H,S). 


24 


Ph 


H 


mp:200-204'C 
.48(2H,d) 






H 


mrr91A.91*ilr 
llipx 1 *r£ 1 3 V* 

NMR:7.26(1H,s),7.65(2H,d),7.72(2H,d),7.83(2H,d). 


26 


2-F-Ph 


H 


mp:i96-i9rc 


27 


2-MeO-Ph 


H 


mp:251-252t 

NMR:3.88(3H,s) ,6.85(1 H,s),6.98(1 H,t),7.06(1 H,d),7.21 (1 H,t),7 
.46(1H,dd).7.55(2H,brs). 


28 


2-Nap 


H 


mp:220-221"C 

NMR:7.14(1 H,s),7.44-7.53(2H,m) ( 7.67-7.72(3H,m),7.86-7.91 ( 
2H.m). 


29 


3-CF 3 -Ph 


H 


mp:170-171t: 

NMR:7.25(1H,s),7.55(1H,d),7.61(1H,t),7.74-7.82(4H,m). 


40 


2-OH-5-CI-Ph 


Me 


mp. :1 98-200^ 

NMR:1.94(3H l s) > 6.90(1H,m),7.15-7.21(2H,m),738(2H I s),10.0 
0(1 H,s). 


43 


3-MeS0 2 -Ph 


Me 


mp. :230t(dec) 

NMR:2.23(3H,s),3.24(3H,s)7.66-7.77(5H l m),7.90(1H,brs). 



(tX 5) 100-3 5 1 773 (P2000 








R 2 


DATA 


30 


Ph 


MeO-CO-CH 2 - 


mp^se-ieit; 

NMR:3.63(2H,s),3.67(3H,s),7.28(1H,m) l 7.41-7.44(4H,m),7.58 
(2H,brs). 


31 


Ph 


i-Pr 


mp:157-159t; 

NMR:1.29(6H,d),3.12-3.22(1H,m),7.26-7.30(1H I m),7.37-7.44 

UU m \ 7 4R/OU e\ 

^rnn,j,/ ■Ho\£n ) o/. 


32 


Ph 


Ph 


mp:200-202'C 

MMR-7 1 fJ-7 91 «H m\ 7 1fi-7 <S1 f>>H m\ 7 70f2H brs^ 
iNMn./.lOr.oi jyn,rTij, / .00-/ .3 1 ^n p iMj,f ./u^n,ui^. 


35 


Ph 


Me 2 N-CO-CH 2 - 


mp:141-142t 

NMR:2.87(3H,s),3.09(3H,s),3.61 (2H,s),7.25(1 H,m),7.32-7.44( 

4H m\ 7 'JOteH hr<\ 
fn,in;,# .o\J{^n i u\oj l 


36 


Ph 


PhNH-CO-CH 2 - 


mp:202-205t 

MMR <^ 7 fWMH ft 7 ?7M H 7 32f2H ft 7 41 f2H tt 7 
49(2H,d),7.56(2H.brs),7.60(2H,d),1 0.24(1 H,s). 


37 


Ph 


Mor-CO-CHi- 


mp:21 4.5-21 5.5"C 

NMR:3.45-3.66(1 0H,m),7.26(1 H l m),7.36-7.44(4H,m),7.51 (2H, 
brs) 


38 


Ph 


EtO-CO 


mp:153-154t 

NMR:1.23(3H,t),4.24(2H,d) l 7.39-7.48(3H,m),7.69-7.89{4H,m). 


39 


Ph 


HOCH2CH2 


mp: 125-126^ 

NMR:2.71(2H,t),3.64(2H l q),4.91(1H,t),7.25(1H l t),7.40(2H,t),7. 
48-7.54(4H.m). 


41 


Ph 


MeO-CO- 


mp: 147-1 48^ 

NMR:3.75(3H,s),7.38-7.50(3H,m),7.69-7.77(2H,s). 


42 


Ph 


Mg-CO- 


mp:221-225t; 

NMR:2.24(3H,s),7.46-7.51{3H,m),7.58-7.64(2H,m) ) 7.73{2H,br 
S). 



[f§7] 




EX 


R 3 


DATA 


33 


MeS0 2 - 


mp:124-126'C 

NMR:2.26(3H,s),3.10{3H,s),6.90f2H,brs),7.25(1H,m),7.40-7.48(4H.m). 


34 


PhSOa- 


mp:167-170'C 

NMR:2.18(3H,s),7.20-7.30{3H,m),7.35-7.43(4H,m),7.57-7.70{3H,m),7.90- 
7.95{2H,m). 



7U> }-^-> : <7Mt> 

(51) Int. CI . 7 FI f-V>K(##) 

A 6 1 K 31/381 A 6 1 K 31/38 6 0 1 

C 0 7 D 409/04 C 0 7 D 409/04 



(*L 6) ) 0 0-3 5 1 7 7 3 (P2000-P'"f 



(72)fgBJ!# KM 



(72)»HJ^ gjg iJ 

F?-A(##) 4C037 MA01 MA10 

4C063 AA01 BB01 CC75 CC92 DD52 
DD75 EE01 

4C086 AA01 M02 M03 AA04 BA03 

BB02 BC70 GA02 GA04 GA09 

MA01 MA04 NA14 ZA05 ZA08 

ZA15 ZA20 ZA36 ZA40 ZA42 

ZA59 ZA66 ZA81 ZA92 ZC35 
ZC41 



